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EXAMINER'S AMENDMENT 


An examiner's amendment to the record appears below. Should the changes 
and/or additions be unacceptable to applicant, an amendment may be filed as provided 
by 37 CFR 1.312. To ensure consideration of such an amendment, it MUST be 
submitted no later than the payment of the issue fee. 

Authorization for this examiner's amendment was given in a telephone interview 
with Harvey Cohen on August 29, 2005. 


The application has been amended as follows: 

In the specification on page 9 line 2: and R 13 t — and R' are 
In the claims: 

1. (currently amended) A compound, including enantiomers, 
stereoisomers, rotamers, tautomers, racemates and prodrug of 
said compound, and pharmaceutically acceptable salts or solvates 
of said compound, or of said prodrug, said compound having the 
general structure shown in Formula I: 


wherein : 

Y is selected from the group consisting of the following 
moieties: alkyl, alkyl-aryl, heteroalkyl, heteroaryl, aryl- 
heteroaryl, alkyl-heteroaryl, cycloalkyl, alkyloxy, alkyl- 
aryloxy, aryloxy, heteroaryloxy, heterocycloalkyloxy, 



Formula I 
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cycloalkyloxy, alkylamino, arylamino, alkyl-arylamino, 
arylamino, heteroarylamino, cycloalkylamino and 
heterocycloalkylamino, with the proviso that Y maybe optionally 
substituted with X 11 or X 12 ; 

X 11 is alkyl, alkenyl, alkynyl, cycloalkyl, cycloalkyl- 
alkyl, heterocyclyl, heterocyclylalkyl, aryl, alkylaryl, 
arylalkyl, heteroaryl, alkylheteroaryl, or heteroarylalkyl, with 

the proviso that X 11 may be additionally optionally substituted 
with X 12 ; 

X 12 is hydroxy, alkoxy, aryloxy, thio, alkylthio, arylthio, 
amino, alkylamino, arylamino, alkylsulf onyl, arylsulf onyl, 
alkylsulf onamido, arylsulf onamido, carboxy, carbalkoxy, 
carboxamido, alkoxycarbonylamino, alkoxycarbonyloxy, 
alkylureido, arylureido, halogen, cyano, or nitro, with the 
proviso that said alkyl, alkoxy, and aryl may be additionally 
optionally substituted with moieties independently selected from 
X 12 ; 

R 1 is COR 5 or B(OR) 2 , wherein R 5 is NR 9 R 10 , CF 3 , C 2 F 5 , C 3 F 7 , 
CF 2 R 6 , R 6 , or COR 7 wherein R 7 is H, OH, OR 8 , CHR 9 R 10 , or NR 9 R 10 , 
wherein R 6 , R 8 , R 9 and R 10 are independently selected from the 
group consisting of H, alkyl, aryl, heteroalkyl, heteroaryl, 
cycloalkyl, cycloalkyl, arylalkyl, heteroarylalkyl, 
[CH (R 1 ' ) ^COOR 11 , [CH (R 1 ' ) ] p C0NR 12 R 13 , [CHIR 1 ') ] p S0 2 R 11 , 
[CH(R 1 ') JpCOR 11 , [CHfR 1 ') ] p CH(OH)R u , CH (R 1 ' )CONHCH(R 2 ' )COOR n , 
CH(R 1 ')CONHCH(R 2 ')CONR 12 R 13 , CH (R 1 ' ) CONHCH (R 2 ' ) R' , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) COO R 11 , 
CH (R 1# ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONR 12 R 13 , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) COO R 11 , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) C0NR 12 R 13 , 
CH (R 1 ' ) CONHCH (R 2 ') CONHCH (R 3 ') CONHCH (R 4 ') CONHCH (R 5 ') COO R 11 and 
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CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) CONHCH (R 5 ' ) CONR 12 R 13 , 
wherein R 1 ', R 2 ', R 3 ', R 4 ', R 5 ', R 11 , R 12 , and R 13 , and R' are 
independently selected from the group consisting of H, alkyl, 
aryl, heteroalkyl, heteroaryl, cycloalkyl, alkyl-aryl, alkyl- 
heteroaryl, aryl-alkyl and heteroaralkyl; 
Z is selected from O, N, CH or CR; 

W may be present or absent , and if W is present, W is 
selected from C=0, C=S, C (=N-CN) , or S0 2 ; 

Q may be present or absent, and when Q is present, Q is CH, 
N, P, (CH 2 ) P , (CHR)p , (CRR' ) p , O, NR, S, or S0 2 / and when Q is 
absent, M may be present or absent; when Q and M are absent, A 
is directly linked to L; 

A is 0, CH 2 , (CHR) p , (CHR-CHR' ) p , (CRR') p , NR, S, or 

S0 2 ; 

E is CH, N, CR, or a double bond towards A, L or 6; 

G may be present or absent, and when G is present, G is 
(CH 2 ) P , (CHR) p , or (CRR') P ; and when G is absent, J is present 
and E is directly connected to the carbon atom in Formula I as G 
is linked to; 

J may be present or absent, and when J is present, J is 
(CH 2 ) P , (CHR) p , or (CRR' ) p , S0 2 , NH, NR or O; and when J is 
absent, G is present and E is directly linked to N shown in 
Formula I as linked to J; 

L may be present or absent, and when L is present, L is CH, 
CR, 0, S or NR; and when L is absent, then M may be present or 
absent; and if M is present with L being absent, then M is 
directly and independently linked to E, and J is directly and 
independently linked to E; 

M may be present or absent, and when M is present, M is 0, 
NR, S, S0 2 , (CH 2 ) p , (CHR) p (CHR-CHR') P , or (CRR') p ; 


1 
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p is a number from 0 to 6; and 

R, R' , R 2 , R 3 and R 4 are independently selected from the 
group consisting of H; Ci-Cio alkyl; C 2 -Ci 0 alkenyl; C 3 -C 8 
cycloalkyl; C 3 -C 8 heterocycloalkyl, alkoxy, aryloxy, alkylthio, 
arylthio, amino, amido, ester, carboxylic acid, carbamate, urea, 
ketone, aldehyde, cyano, nitro, halogen; (cycloalkyl) alkyl and 
(heterocycloalkyl) alkyl, wherein said cycloalkyl is made of 
three to eight carbon atoms, and zero to six oxygen, nitrogen, 
sulfur, or phosphorus atoms, and said alkyl is of one to six 
carbon atoms; aryl; heteroaryl; alkyl-aryl; and alkyl- 
heteroaryl; 

wherein said alkyl, heteroalkyl, alkenyl, heteroalkenyl, aryl, 
heteroaryl, cycloalkyl and heterocycloalkyl moieties may be 
optionally and chemically-suitably substituted, with said term 
"substituted'' referring to optional and chemically-suitable 
substitution with one or more moieties selected from the group 
consisting of alkyl, alkenyl, alkynyl, aryl, aralkyl, 
cycloalkyl, heterocyclic, halogen, hydroxy, thio, alkoxy, 
aryloxy, alkylthio, arylthio, amino other than for R 2 , amido, 
ester, carboxylic acid, carbamate, urea, ketone, aldehyde, 
cyano, nitro, sulfonamido, sulfoxide, sulfone, sulfonyl urea, 
hydrazide, and hydroxamate; 

further wherein said unit N-C-G-E-L- J-N represents a 
f ive-membered or six-membered cyclic ring structure with the 
proviso that when said unit N-C-G-E-L- J-N represents a 
f ive-membered cyclic ring structure, or when the bicyclic ring 
structure in Formula I comprising N, C, G, E, L, J, N, A, Q, and 
M represents a f ive-membered cyclic ring structure, then said 
f ive-membered cyclic ring structure lacks a carbonyl group as 
part of the cyclic ring; 
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provided that in Formula I when W is C=0 and the moiety: 


V G 

i i 


Q-A 


represents the structure: 

Y 




where R and R are independently H, alkyl, alkenyl, aryl, 
aralkyl, aralkenyl, cycloalkyl, cycloalkylalkyl, cycloalkenyl, 
heterocyclyl, heterocyclylalkyl, heteroaryl or heteroaryalkyl, 
with R 30 and R 31 being optionally substituted with 1-3 R 33 
substituents selected from alkyl, aryl, aralkyl, alkoxy, 
aryloxy, aralkoxy, cycloalkyl, cycloalkoxy, heterocyclyl, 
heterocyclyloxy, heterocycylalkyl, keto, hydroxy, amino, 
alkylamino, alkanoylamino, aroylalmino, aralkanoyl amino, 
carboxy, carboxyalkyl, carboxamidoalkyl, halo, cyano, nitro, 
formyl, acetyl, sulfonyl, or sulfonamide, wherein said R 3 ~ 
substituents can be optionally substituted with alkyl, aryl, 
aralkyl, alkoxy, aryloxy, heterocyclyl, heterocyclyloxy, keto, 
hydroxy, amino, alkanoylamino, aroylamino, carboxy, 

carboxyalkyl, carboxamidoalkyl, halo, cyano, nitro, fomryl, 
sulfonyl or sulfonamide; 


a is a bond, -C(H)(R 34 )-, -0-, -S-, or -N (R ) where R 34 is 


alkyl, 


alkenyl, 


aryl, 


aralkyl, 


heterocyclyl, 
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heterocyclylalkyl, heteroaryl, or heteroaralkyl and is 
optionally substituted with 1-3 R 33 substituents, and R 35 is H, 
alkyl, aryl, aralkyl, heterocyclyl, heterocyclylalkyl, 
heteroaryl, heteroaralkanoyl, -C(0)R 36 , -S0 2 R 36 , or carboxamido 
and is optionally substituted with 1-3 R 33 substituents, or R 35 
and y together with the atoms to which they are bound, form a 
nitrogen containing mono- or bicyclic ring system optionally 
substituted with 1-3 R 33 substituents, and R 36 is alkyl, aryl, 
aralkyl, heterocyclyl, heterocyclylalkyl, heteroaryl or 
heteroaralkyl; 

p is a bond, -CH2-, -0(0)-, -C(0)C(0)-, -S(0)-, -S(0) 2 -, OR 
-S (O)R 34 ; 

Y is alkyl, alkenyl, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heterocyclyl, heterocyclylalkyl, heteroaryl, 
heteroaralkyl, -OR 37 or -N(R 37 ) 2 / wherein any carbon atom is 
optionally substituted with R 33 , wherein R 37 is independently H, 
alkyl, alkenyl, aryl, aralkyl, aralkenyl, cycloalkyl, 
cycloalkylalkyl, cycloalkenyl, cycloalkenylalkyl, heterocyclyl, 
heterocyclylalkyl, heterocyclylalkenyl, heteroaryl, or 

heteroaralkyl, wherein any carbon of R 37 is optionally 
substituted with R 33 ; 

then R 10 is H and R 8 and R 9 are independently selected from 
the group consisting of CH (R 1 ' ) CONHCH (R 2 ' ) C00R 11 , 
CH (R 1 ' ) CONHCH (R 2 ' ) C0NR 12 R 13 , CH (R 1 ' ) CONHCH (R 2 ' ) R' , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) C00R 11 , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONR 12 R 13 , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) C00R 11 , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) CONR 12 R 13 , 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) CONHCH (R 5 ' ) COOR 11 and 
CH (R 1 ' ) CONHCH (R 2 ' ) CONHCH (R 3 ' ) CONHCH (R 4 ' ) CONHCH (R 5 ' ) CONR 12 R 13 ; and 
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provided that the proline at the P2 position is modified, 
wherein the P2 position is the position corresponding to the 
second amino acid from the keto amide group. 

Any inquiry concerning this communication or earlier communications from the 
examiner should be directed to Robert B. Mondesi whose telephone number is 571- 
272-0956. The examiner can normally be reached on 9am-5pm, Monday-Friday. 

If attempts to reach the examiner by telephone are unsuccessful, the examiner's 
supervisor, Jon Weber can be reached on 571-272-0925. The fax phone number for 
the organization where this application or proceeding is assigned is 571-273-8300. 

Information regarding the status of an application may be obtained from the 
Patent Application Information Retrieval (PAIR) system. Status information for 
published applications may be obtained from either Private PAIR or Public PAIR. 
Status information for unpublished applications is available through Private PAIR only. 
For more information about the PAIR system, see http://pair-direct.uspto.gov. Should 
you have questions on access to the Private PAIR system, contact the Electronic 
Business Center (EBC) at 866-21 7-91 97 (toll-free). 


Robert B. Mondesi 



SUPERVISORY PATENT EXAMINER 



